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We, Cassella Farbwerke Mainkur 
Aktiengesellschaft, ai body corporate 
organised under the laws of Germany, of 116 
Frankfurt / M. -Fecheniheim, Germany, do 
hereby declare the invention for which we 
pray that a patent may be granted to us, and 
the method by which it is to 'be performed, .to 
be particularly described in and by the follow- 
ing statement: — 

This invention is concerned with- phthala- 
znie compounds basically -substituted in the 1- 
position and with a process for the production 
thereof. 

According to the invention, phthalazine 
compounds 'basically substituted in the It-posi- 
tion and corresponding to the general 
formula: — 



■ALKYL-Nf 




wherein in the ^position and/or in the ben- 
20 zene nucleus R there may be present substi- 
tuents which do not react with alkali metal 
compounds of hydiroxy-a'likyl-amines, and 



is the residue of tertiatry amine, are produced 
25 .by reacting an alkali metal! compound of a 
tertiary hydroxys lkyl-am Lne with a 1-halogen- 
phthalazine of the general formula*: — 



a; 



i 



wherein Hal is a halogen atom and wherein 
{Price 3s. 6d.] 



in the 4-position and/or in the benzene nucleus 
R there may be present subsrituerits which do 
not react with alkali metal compounds of 
hydroxy-alkyl-amines. 

They are distillable oils or crystalline com- 
pounds and form, with acids, stable water- 
soluble salts from which they are separated 
by concentraited alkali' lye. They exhibit valu- 
able therapeutic activity. 

Similar compounds to those of the present 
invention are described and claimed in our 
Specification (No. 23777/5o (Serial No. 
80|8>63!6) but -the compounds of this latter 
specification differ from those of the pre- 
sent invention in that the basic alkyl group is 
in the 2-position instead of the 'Imposition. 

Examples of the basically substituted alco- 
hols which may be used for the preparation 
of ; the new compounds according to the pres 
sent invention are aiethylaminoethanol, dibutyl- 
aimmoetihanol, 'N-hydroxy ethyiptperidke, -N- 
hydroxyef±ylpyrrolidine, N-hydroxyethylmor- 
pholine, 1 - dim*ethylamino-2-prO'panol, and 
nydxoxyethylmethylaniline. 

The basically 'substituted heterocycles thus 
obtained may be used as such cr in the form 
of their hydrochlorides, hydrobromides, sul- 
phates or the salts with organic acids, such 
as, for example, benzoic acid, picric acid, citric 
acid, and gentisic acid. They possess at a 
favourable therapeutic index and a valuable 
antiphlogistic and analgesic action. 

The following Examples are given' for ; the 
purpose of illustrating 'the invention, the parts 
being by weight and all! temperatures in de- 
grees Centigrade. 

Example 1. 

83 parts of 1-chlorophthalaizine (obtained by 
a treatment df l^oxc^l^dihydiophthalazine 
with phosphorus oxychloride) are dissolved in 
600 parts of benzene ac i20°C. The filtered 
solution flows at 20 — 30°C within one hour 
to a solution previously prepared from 11.5 
parts of sodium in 250 parts of diethylamino- 
ethanol. The temperature may be maintained 
as a constant level' by a slight cooling. After 
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the admission is completed, the reaction -mix- 
ture is stirred ior some 3 hours at 80°C. Upon 
cooling, the sodium chloride is removed by 
filtering with suction, and benzene as well as 

5 diethykminoethaiiol in excess is distilled off 
under reduced pressure. The residue is distilled 
at about 1 mm. Hg. (boiling point 150 — 155° 
C). The viscous yellowish oil with a refrac- 
tive index N D 2'5° LS570 represents the l-(di- 

10 ethylamino-ethoxy)-phthailazine. It forms a di- 
hydrochlotride of a melting point of 148° C. 
(from propylalcohol) and a picrate of a melt- 
ing point of 140— 141f°C. 

'Example 2. 

15 83 parts of '1-cMoroHphthateine are dis- 
solved in €00 parts of benzene. The furered 
solution' flows at 35 — 40°C. into a solution of 
1 1.5 .parts of sodium hi 250 parts of dimethyl- 
aminoethanol. The reaction mixture is stirred 

20 for 3 hours at 80°€. and, after removing the 
sodium chloride, the mass is distilled. An oil 
is thus obtained which boils at 0-75 mm. Hg. 
and 150 6 C. and which forms a picrate of a 
melting point of 150— Jl52°C The compound 

25 is the l^dimethylaminoethoxy^phtha'lazine. 
Example 3. 
By combining a solution of '8:3 parts of 1- 
chlorophthalazine in benzene with a solution of 
11,5 parts of sodium in 250 parts of dibutyl- 

30 aminoethanol and heating the mixture for 3 
hours at 80° C, the procedure of distillation 
yield's l^dibutylaminoethoxy^-phthalazine of 
a boiling point of 175 °C at 0.4 mm. Hg. 
The picrate melts at 125°C., the dihydro- 

35 chloride at 107^108 °C. 

Example 4. 
4 parts of sodium are dissolved in 100 parts of 
diethylaminoethanol. While stirring, 27 parts 
of 1 - cMoro-4^ethylphthalazine, (obtained 

40 according to Gabriel, " Berichte der deutschen 
chemischen Gesellschaf t " 26*, p. 708) dis- 
solved in 500 parts of benzene are added 1 to 
30°C. during 1 hour. The mixture is stirred 
for a further two hours at 80°C. and the reac- 

45 tion ptroduct separated! by distillation. The 1- 
(diethylamm'oethoxy) - 4 - methylphthalazine 
thus obtained boils under a pressure of 0.7 
mm. Hg. at 1 70— 1.73 °C. and forms a dihydro- 
chloride of m.p. 175— 176°C. 

50 WHAT WE QLAIM IS : — 

1. ! New basically substituted phthalazine 
compounds, and salts thereof, of the general 
formula: — 




wherein in the 4-position and/or in the ben- 55 
zene nucleus R there may be present substitu- 
ents which do not react with alkali metal com- 
pounds of hydroxy-alkylamines and 

R l 

R n 

is the residue of a tertiary amine. 60 

2. Salts of the phthalazine compounds )f the 
general formula given in claim 1, wherein the 
acid used is hydrochloric, hydrobromic, sul- 
phuric, benzoic, picric, citric or gentisic acid. 

3. l^diethylaminoethoxy^phthalazine and 65 
the dihydrochloride and picrate thereof. 

4. l^dimethylaminoethoxy)-phtha'lazine and 
the picrate thereof. 

5. l^dibutylammoethoxy)-phthalazine and 

the dihydrochloride and picrate thereof. 70 

6. Kdiethylaminoethoxy)-4-methyiphthala- 
zine and the dihydrochloride thereof. 

7. A process of preparing phthalazine com- 
pounds of the general formula given in claim 

1, wherein an alkali metal compound of a 75 
tertiary hydroxy-alkylamine is reacted with a 
=1 - halogen - phthalazine of. the general 
formula: — 




H 



8. A process of preparing phthalazine com- 80 
pounds basically substituted in the 1-position 
substantially as described in any one of the 
foregoing Examples. 

9. Basically substituted phthalazine com- 
pounds of the general formula given in claim 85 
1, whenever prepared by the process accord- 
ing to claim i8 or 9. 
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